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(43)^gSB TO0^(1998) 1^200 



(51) Intel.' 
C 0 7 D 209/44 
A6 IK 31/40 

31/44 
C 0 7 D 213/74 



ABY 

ACB 
ABN 



FI 

CO 7D 209/44 
A6 1K 31/40 



ABY 
ACB 
ABN 



31/44 
CO 7D 213/74 

mmnt m^m(Dik6 fd t^i3M} mM\zgi< 



QDttiS^n 4$R¥8- 191434 


(7i)aieA 


000005072 








(22)tH«B 3pdt8^(1996)7 ^2B 




3Kia5>t»*KB*fll*»ir2Ti 2«3# 




(72)5iSM# 


Mi 




































;ii7c if 




















(54) isimom: =Mmmm?>mmi^ 






(57) mm 













Utl] 



NH 



NH< DO 



r'y}V^)Vm. tDVif-^'iylVm. 7)V:y^i^i])Vifs 
St-Sl^^iiTV^TiiV^) ^^L. Y{i:5~10ScO 



(2) 
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S^t. Q{i:^St3-7fflc7)T;l'^I^yS, T;l-^-l^ 
a. 7y)V^)Vm. ^)VTf^^'y)V^. TfU^^'y^fUTf. 

1 11*35 3 ] Y*^' f y i'';!^* . i^' t K o ^ y ^ y K U 
SX(±T h 7 1 Kn-< v^y u/i^»TJ)l.if*3S 1 im 

[II*JI4] Q*>'- (CH2)3-, - (CH2)4-, - 
(CH2)5-. -CH2CH2CH = CH-, -CH = C 

HCH2CH2 ^ CH2C = CCH2 >. C = C C 
H2CH2-. -NHCHzC^C-. -CHzC^CCH 
2NH-. -NHCH2C = CCH20CH2-, -OCH 

2C=ccH2NHCH2- mrjv^vym. nvr- 

vymx\i7)V^-vyW?o:>imMFt\ti])^-^^^'y)V 

\ti])Vif^^ i/r)V^)vmtWSk%ivx v t i ) f •$> 
hwm 1 m,<^\\.'^x\t^<r)m^^m'^%iih 

[fi*Ji5 3 'm.-^mm(r)~m. [ i ] xmfih^ 
"^xmowm^m^^tih^^^^mt-th^ 

^%x\x^mm^m^^i\.h'^^^m'mtirhM. 

[00011 



[00023 

{w^mm mp^\>zm&xiiw^mmixhtiL 
mm. m^u. mmm^. mmwmm. 

xmhuy}iym<mm^fihixx^tztl^. dc^tSbo 

yydymiimBm^m^mt t h\.z\&M.^mtfzt 
Ltifmtixh^. ^!^i<zmm: 3 y b u-)vx% 
hhcoxu^j:i)'^fz, fti^i. §ii\.^i^mmmzm-^ 

ttix\>^rz. ^zx\ htiyfymmmm<7)mm 
mzm-^<tn.m\m(om%mhti. ^co'^t^^FXa 

^.m^nt^^c, u>L. ^mxm^hiz+ji^^j:mmii. 
m^iixhh-r. i 0 F X 3immmtm<mm 
^^^mm<7)mm^m±mtixx\-^tz. 

[0003] 

zbi:mbi-ii><7)X'm, 

[0004) 

[ I ] xmtii>it^m<mrzimmmmmi^t 

^bt:M.\>^fzbX:^^m^^lti. 

[ 0 0 0 5 ] Bp*>. :^mii.mm^j:-m, 

[0006] 
Ut2] 




CI] 



C^4», ArliKy-t£ymXito. Nat^s*>/i>^I.P 

ymx\i7)ViK-vym mr/i^uym. t)v^~u 
ymxii7/i^^::^uym^(r)7\<.m^^iimLTfu^)i' 

m. r5;W=^/wa, ;*;U:J^^i/;wa. T;l'3^>';^^W'i< 

-)Vm. t ¥v^'^TfV'^imXlt:^)\^^^^>'7/U'>rf\^ 

mx'mm^ixx\>^xtx<. ttzcuiiio. NHxti 

SX-Wm^tlX^^XhX^^) ^^L. Y(i5~10lc7) 

[00073 ifmmm^zii\^x^mthmm(^%mm 
[00083 ro. ^m/si)-ht£hmi~^wi.ftihi 

yy. ^i[yj.y. tn-yk. t°'jxy. ;t^-9-V- 



(3) 
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[0009] SmWL3^7m<7)7)l'^Uymtli. SiM 

m=Fttimm±iz 3-7 lt v ^ 1. t;w^ y« 
i*L. mm- (CH2) 3-, - (CH2) 4-, - (c 
H2)5-. - (CH2)6-. - {cHt) T-m^mf^ 

[0010] m^m-7m<^T)Uir-\yymtii. m 

^MMl. 0tJ;c{i'-CH2CH = CH-. -CH = CH 
CH2-. - (CH2) 2CH = CH-. - (CH2) 3C 
H=CH-. - (CH2) 4CH = CH-. - (CH2)5 
CH = CH-, -CH = CH (CH2)2-. -CH = C 
H (CH2) 3-. -CH = CH (CH2) 4-. -CH2 

c H = c H c H2 -m^mfi .r t t^T^ h , 
[0011] mm'-im<^r)v^=-vymt\i. m 
mw.=f-imm±.i.z3--i'm'^Lx\^^r)v^~vym 

2:Si*t. mtf-CHzC^C-, -C = CCH2-, 
- (CH2) 2C = C-, - (CH2) sC^C-. - (C 
H2) 4CH = CH-. - (CH2) 5C = C-. -C=C 
(CH2) 2-, -C = C (CH2) 3-> -C^C (CH 

2 ) 4 - / - c H2 c = c c H2 -^&*ff s i: 

^/^y^)V^. s e c-^y^)V^^ ^^i/)V^^ ^y 

[0 0 14] 7)V=ii^'y:^)V^^~)Vmt\i. mmW2^ 

[0 0 15] t Kpdf>'ryi'=^f;«fc{i. ^^i~6 

[0016] /HUJi^^'yTlU^JUmtit. iJt«IS2~7 

:^)VifAi^zr^)Vm. :t))V7f^^i^^y^)\^i^ 

W^:itifiX'^h, 

[00 17] r5~ioS«7)MS!S^Srii'-=5:<i:tHi 



[0018] mz--m. [ I ] -cfflu^jfir v^i.i£-f-w 

[0019] Kr\,iKy-^ymJ,i.O. NaiXS*»/i>^ 

[002 0] Q{i^i[3~7flicor;i'^wyS, riv 
ir=.uymxit7)i^^-uym {W)v^\yym. t;p 

^)Vm. 7yiV^)Vm. ij)Vifsir:'y)Vm. 7)V^^i^ii 
lVif^-)Vm. t Y'u^l^7iV^)Vm'X\i.il)V-^-^^^y7lV 
^;l'ST'gm$)h.TV^TtJ:<, t/cCHzJiO. NH 
X{iS•C•a}i$i^TV^•CtcJ:v^) dCtc^^ 

3~7ii(7)r;i/^^ySfc{±. ^SiEi^*>'e^«tc3- 
7«s^t-cv^l,r;k^i^yS^Si*L. ^J;tts"- (c 

H2) 3-, - (CHj) 4-. - (CH2) 5-. - (CH 
2)6-, - kC¥L^) ^-m^mihZ):.ffX% . 

3-~-im<^7}^'r-vymui.. mM=i-tf^mmmz3 
-i'm-^Lx\-^h7iv'r~vym^'m.\^. mm- 

CH2CH = CH-. -CH = CHCH2-, - (C 
H2) 2CH = CH-, - (CH2) 3CH = CH-, - 
(CH2)4CH = CH-, -(CH2)5CH = CH-, 
-CH = CH (CH2)2-. -CH = CH (CH2) 
3-. -CH = CH (CH2)4-. -CH2CH = CHC 
\{t-m^mfhZtifiX%. ^^3-71lOT;U=5f 

h7)V^~vym^W^\.. mi.\f-cWiC = z-. 

-C = CCH2-. - (CH2)2C = C-. - (CH2) 
3C = C-, - (CH2) 4CH = CH-. - (CH2)5 
C = C-. -C = C (CH2) 2-. -C = C (CH2) 3 
-C^C (CHj),-, -CH2C = CCH2-^2: 

mihz>Lff^x%h. 

[002 1]-?- LXW.7)\'^vym. 7)V'r~Wymx 

\i7)v^-vym^<r>m:W=f-\tm.7iv^)vm. 7y 
iv^jvm. i})VTfAi^)vm. 7)v^^i^ij)Vir^=')vm. 

t Yu^y7)V^)VmX\i.:^)Vif^^y7)V^)VmX^m 
^ixx\^XhX<. L:i\.zim7)V^)Vmt\i. mMWi 

1 ~ 6 m<7)msmx\t^m.<r)7)v^)vmt'm t . m 
ut^'f'jvm. xi-)vm. rntvi^^, -fyrnbvi^ 

y^)vm. >fy7>;us, sec-y^ivm. '<.y 
f-;ws, -i yo'^/i^S^ sec —^yi-ji-M. 

^y^flWi:mfi:itm't. 7y)V^)Vm 

\i.^y'J)V%. 7x^^f-;L-S. 7x-/l/7'ntVUS, :^ 

if^~)Vmt\t. ^^2'-'l'm7)V^^yti}Vif^~t^^ 



(4) 
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t HodfS/x^;i^. t Hndf J^r^t;^^. t H 

[00 2 2] ^(0<i:d=5:«OMi: tT{4, - (CH2) 2 
CH (Me) - (CH2) 3CH (Me) - (C 
H2) 2CH (Et) - (CH2) 3CH (Et) 

- (CH2) 4CH (Me ) - (CH2) sCH (M 
e)-, -CH2CH(Me)CH2-, - (CH2)2C 
H (Me) CH2-. - (CH2)3CH (Me) CH 
2-. - (CH2)4CH (Me) CH2-, - (CH2)5 
CH (Me) CH2-. -(CH2)2CH(CH2Ph) 

- (CH2)3CH (CHjPh) - (CH2)4 
CH(CH2Ph)-. - (CH2)6CH(CH2Ph) 

-CH2CH (CHzPh) CH2-. - (CH2) 2 
CH (CHzPh) CH2-S - (CH2) 3CH (CH2 
Ph) CH2-. - (CH2) 4CH (CH2Ph) CH2 

- (CH2)5CH (CH2Ph) CH2-. - (CH 
2) 2CH (CO2H) - (CH2) 3CH (CO2H) 

- (CH2) 4CH (CO2H) - (CH2) 5C 
H (CO2H) -CH2CH (CO2H) CH2-. - 

(CH2)2CH(C02H)CH2-. - (CH2)3CH 
(CO2H) CH2-, - (CH2) 4CH (CO2H) C 
H2-. - (CH2) 5CH (CO2H) CH2-. - (C 
H2) 2CH (COzMe ) - (CH2) 3CH (C02 
Et)-. - (CH2)4CH (C02Et)-. - (C 
H2)4CH(C02Et)-. - (CH2)5CH(C02 
Et) -CH2CH (C02Et) CH2-. - (C 
H2) 2CH (C02Et ) CH2-. - (CH2) 3CH 
(COzEt) CH2-. - (CH2)4CH (CO2E 
t)CH2-. - (CH)6CH (COzEt) CH2-. 

- (CH2) 2CH (CH2OH) - (CH2) 3CH 
(CH2OH) - (CH2)4CH (CH2OH) 

- (CH2)8CH (CH2OH) -CH2CH (CH 
2OH) CH2-> - (CH2) 2CH (CH2OH) CH2 

- (CH2)3CH (CH2OH) CH2-, - (CH 



2)4CH (CHjOH) CH2-. - (CH2)5CH (C 
H2OH) CH2-. - (CH2) 2CH (CHjCHjO 
H) - (CH2)3CH (CH2CH2OH) - 

(CH2) 4CH (CH2CH2OH) - (CH2) 2C 
H (CH2CO2H) - (CH2)3CH (CH2CO2 
H) - (CH2)4CH (CH2CO2H) - (C 
Hj) 5CH (CH2C02H) -CH2CH (CH2C 
O2H) CH2-, - (CH2) 2CH (CH2CO2H) C 
H2-. - (CH2)3CH (CH2CO2H) CH2-. - 

(CH2)4CH (CH2CO2H) CH2-> - (CH2) 
jCH (CH2CO2H) CH2-, - (CHj) 2CH (C 
H2CH2CO2H) - (CH2)3CH (CH2CH2 
COzH) - (CH2)4CH (CH2CH2CO2H) 
-NH (CH2)2-, -NH (CH2)3-> "NH 

(CH2)4-. -NH (CH2)20-, -NH (C 
H2) 3O-. -NH (CH2) 4O-. -NH (CH2) 2 

NH(CH2)3S-. -NH(CH2)4S 

-CH2CH = C (CO2H) -CH=C (CO 
2H) CH2-. - (CH2) 2CH = C (CO2H) 
- (CH2)3CH = C (CO2H) - (CH2)4C 
H = C (CO2H) - (CH2)5CH = C (CO 
2H) -CH = C (CO2H) (CH2)2->-CH 
= C(C02H) (CH2) 3-, -CH = C (CO2H) 

(CH2)4-. -CH2CH = C (CO2H) CH2-S 
-CH = CHCH (CO2H) -CH = CHCH 

(CO2H) CH2-, -0CH2CH = CH-, -NH 
CH2CH = CH-, -SCH2CH = CH-, -CH = 
CHCH2O-, - (CH2) 2CH = CHCH2S-, - 

(CH2) 3CH = CHCH20-. -NH (CH2) 2C 
H = C(C02H)-_-NH(CH2)2CH = C 

(CO2H) . -OCHjC^C-. -NHCH2C=C 
-SCH2CsC-^^WI.Ci: I.. 

[0023] Yiiim7)V^)VmX'Wm^tlX\>^X h X 

^xiizM\t<7)W.mmm^^sL , r 5 ~ i o mcommm 
^y'jjum. 'iyv'jii^^^mfi^tt'^T^h. * 

[00241 



(5) 
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A/- h 1 


. CN 

V 


> ^ i 




NH 

1 1 x^xAa 


[n] 






in 





[0025] 

[<b4 3 



Y- Cy-CHaL -t- 
[V] 

^U- h 3 



COaR" 

I 

CHj- 
[VI] 



CN 



Y- Of- CHJ. + 
[V] 

A-- h 4 



H-V-Q' 

[vn] 




[vm] [K] ^^"^ 



Y- Qt- CHO + 
CX] 

JU-hQ 



¥•-0^-0 = CM H- 

Cxn] 



P (R')s • X' 



[xnn 



[n] 




[5t4i. Army iimi(7)MmtL. R^am 



MMW. 1 ~ 5^ior;^^^i^x?;^*-^^^X{i7;^3df■ 



(6) 



i^l^^l 0-1 7 54 9 



Q7(4^^. m^i-5mcr>7)u^)\^mi^^i. vtj 

i^ry-fk^ [II] ^:^^m<D^t^mx%i>zmm 

tit:Kmx'S>*). m^7)\^a-)\^mn'p. es^js^h* 

^Km^-^fdk. Ty=E~7:f3x^m-^^iztiiZX 
<om^thzti)^x't^> 

( 0 0 2 6 1 C: a lXnhtLfdt-^m^Z7fl^^>':^fU 

7Jl^^i^7)l^fl^m. ^tafn^-^^Sr^-r 
l.ii-^{4. EP*>»^^SI. T;^;^'J^ll7K 

ti^mEti^. m^iom^zx'omthzbifix'^ 
I., 

/U-h2-4iOSf5{4. 5(i [V] XJ4 [ I X] 

[VI], rvi I J X(i [VI I I ] -C^^tL^KJC 

m(7)7ivzi-)vmmmti^mm^ix^o m&mM. m 

Am\V)'i"ym(^7)V:h^)imm. i- 

<^um^m^^h:ibi?x'%h. m^mmt. 31^3 
t^hABmx'h'o, t.fzmm'&mtLx\i. ^mw.=F. 
nmw-.!-. 3^mm=^m<7)^^'oyym-. b 

i^)Vm^<7y7)V^)VX\t7 'J -lV7.)Vif^~)Vi^^^/^ 
)V-V5 

[X] [XI] ^(?)^T{Cjia^rJa*$:JP;t 

xti-fk-^ife [XI] tm.m'kK^^^x^i v H-ft 
^!|?!i&4^$ii-;^cft^l:^!t^) [X] iKm^'t^iit^zX 



f - u ymmm^m^^x'nhti. Kmmt 0 'ca> 

2 4B#^T$)l.*^'sC:^t:jBfC^coiEffli'h-C-ff 0 t 

yl/-h6{47-bf-UWk^!tl [XII] fcAo^y'fb^ 
#]^^k^fe [ X I 1 1 ] cT);!/ .y 7° 'J y^K^xh 0 . 

[0027] ttz^%^n<^\t-^m\i. 
C0028] 

Q'_Qf^f^ [XIV] 

( 1 ) t hvstt^m^iiiixs^ ( f . x a ) mm 

#iltK^CiraS L:^c^f*:Oi;y f-yU>5.>>U;f.^ 3 m 

1^0. 1 6 // g/m 1 t b^tt'fblilJK^limXS^ 
(American Diagnosticain 

C . ) O P H 7 . 4 <r)A,/<x -;;)<g^^(^t h U ASf ff^ 
a:tiS7j< (HBS) 1 50// 1 37'Cf3:»- 
r^>f y^i's-hLTt. 0. 4mM-^^S^S-27 6 
5 (I|-^b1^mia) c7)HBS?§?0il 5 0;u 1 ^Mim 
mi^l. 3 7'CX5^my^^^-hLti. 50m 

\(r>5o%mm^i]aixmmKm^w±^^. 4 05n 
mizmmm-^m^uz, mmK&^5o%umt 

h-mitsssLmmrnxm ( f . x a ) fm-ismm i 

liZTjkLfZo 

( 2 ) t h hoyt>ll«vgttc7)ai^ 

iSrO. 0 0 67/< g/m 1 t h hnyfy ( S i gm 

a ) o p H 7 . 4 co^^x -Tkig-ft-t h 'J Amw^m 

:tJg*{HBS) 1 5 0// 1 i:?I-^t, 3 7'Cr3^ra 
>f y=*rA'<.-hUc. 0. 2mM-&^aKS-2 2 38 
(m— fli^aip°p) OH B smmi 5 Qui ^Ml. 3 7 

'cx'15'^m-iy^j.^-hifz. 5 0M\co5o%m 
mt:MixmmRm^w±^^4 o 5nmizmmyt 
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( IC50) t:^ibZ1xith huyt'ymmum [00 29] 

SI 











028 


>100 




0.77 


>100 




056 


>100 




0.48 


>100 




0^ 


>100 




0^ 


>100 




0J5Z 


>100 



f 0 0 3 0 ] imt ix^^^mit^mmm-thmz 
imu^n-. mnt^^-xmm.^izmuzwm^ 

mmmmifi^ti^, tfz. ^tih<7)mmi!iLmz 
mtxmL ^^m. m^L ^m. mmxam 

v\ mmmtixummm. uyym. ^)vzi 

[0031} mmmmmnt Lx<7)^mit^W) 

ik^mt. m^mth 
^M(^^M\,zmtxmti:ht>K ^Mzmhvmm 

nLXik^<ry^. \Bhl^*)0. i~l00mg/K 
EWBXh 0 , ^^gPJ540ii^. IBhtz^Q. 0 1 

- 1 0 m g/K g m.x'h h . m^zmmmxf^^m 
^mfx^%m^mm^zmmht)K 1 1 i 

[0032] 
[00 33] 

mmm] 



1 

(E) -2- (1 -7 t'J y-2-i-y^)V) -5- 
( ^ V ^ y K 'J 5 - 4 -^yy yjgx^/u 

( 1 ) (E) - 5- (N-t-7'^;l^^^-^;;?;l^/-K-;P 
>f -2- (7-^7^-2- 
'^7f^;P) -4-^yTyl!x^;t/x;^r;U<?)-^^ 

(1. Im 1 ) . ^^■t;<f-;Pxv5if>U^'>ArS 
K(0. 1ml ) Orh9tK977y (0. 9ml) 

;Ux;^r;P (263mg) Orh^t h'n7 5y (2. 

omi)^}R^?rrt. 3o^mjfUv:. igv^T(E) 

-l-7"0^:-3- {}i-t-r^)V:^^i/A)Vir^-)V 

^v^yY^jy-5~^)V) -2-ru^y (375 

mg) 0-rh5bHP77y (2. 0 m 1 ) J^M^rJDi. 

mi^i-v'j^j^xmk^k. mm^^Ltz. 'i^wz 

giL, {E) -5- {n~t~r'f-)Vif^'^A)V^^~)V 

^ v^yH'jy-5— f;u) -2- (7-i/Ty-2- 

■^7f-;U) -4-^yf y^X^/l^XXfyU (360m 

g) mtz. 

(2) (E) -5- (N-t-7'^;P:t^i^X?;l^'-}<x;|^ 

y>f yK'jy-5-^;u) -2- (7-v'ry-2- 

■t7^;l^) -A—^yfy^:^'f')VX.Xr)V ( 1 80m 
g) (7)x^y-;K2. Om 1 ) ?i?Slc4Nigi£-i/'^ 



(8) 
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(8. 0ml) mi. MiSiT-mmifi, m 

«S5S-S*U#'b^i/^?i«iE^x^y-;p (7. Om i ) n 

mix . Mk^ft ( 1 3 9 m g ) mtz. 
[0034] 'H-NMR (300MHz, S-ppm, 
CD3OD) : 1. 1 6 (3H, t. J = 7. IH 
z) . 2. 80 ( IH. m) . 3. 05 ( IH. m) . 
4. 03(1H, t. 3 = 1 . 6Hz). 4. 13 (2 

H. m) . 4. 55 (4H, s) , 6. 28 (IH, 
m) , 6. 50 ( IH, d, J=l 5. 8Hz) , 

7. 25-7. 38 (3H, m). 7. 70-7. 80 
(2H,. m) , 7. 98-8. 10 (3H. m) . 8. 

4 1 (IH, s) , 8. 86 (br s) . 9. 37 (b 
rs) 

mm2 

2- (7-75xV~2— -5- (^V^y 

H 'J y- 5 ->f ) :y ymx.^)Vx.x'r)V zjim. 

(E) -2- (7-r5>'V-2— ^7^/1^) -5- 

{^v^y¥Vy-5-^)U) -4-^yr>'^xf-;i. 
xxr/i^ Zig^ii ( 1 3m g ) <r>xi^y-)U (2.0 

m 1 ) mmiz 1 0 A-^MIK ( 1 0 m g ) 

imtxmsmii. mmit^^ ( 1 1 mg) mtz, 

[00351 iH-NMR (300MHz, ^ppm, 
CD3OD) : 1. 16 (3H. t, J = 7. 4H 
z) , 1. 50- 1. 75 (2H. m) , 1. 80- 

I. 95 (IH, m) , 2. 10-2. 25 (IH, 
m). 2. 69(2 H. t. J = 7. 4Hz), 3. 8 

5 ( IH, t, J = 7. 7Hz) , 4. 1 1 (2H, 
m), 4. 56(4H. s). 7. 16-7. 20(2 
H, m) , 7. 2 9 ( IH, d, J = 7. 5Hz) , 

7. 64 (IH. dd, J=l. 6Hz, J = 8. 5H 
z). 7. 78(1H. dd, J = l. 6Hz, J = 

8. 5Hz) , 7. 96 ( IH, s ) , 7. 98 ( 1 
H, d, J = 8. 5Hz), 8. 07 (IH, d, J = 
8. 5Hz), 8. 40 (IH, d, J = l. 6Hz) 

m&ms 

(E) -2- (7-rSyV-2— j-7^;l^) -5- 

(^y^yKuy-5-^;u) -4-^yryii ~^ 

(E) -2- (7-rSi^V-2-:h7^;l') -5- 

( y y K U y- 5 — f ;u ) -4 -^y-f yi!x^/w 

XXr/W ZlS^la (70mg) (06NHC 1 (2. 0 

m 1 ) mm^m.is^T-m.niti, mmw^u^hti 

fzm^HP~2Q:/}yA9\:i'?h^y7 ^- (*-r 



^nvh/77-f- (x:7y-;t/) Ct^^fflML. § 

li^t^il^J ( 1 39mg) mtz. 
[0036] iH-NMR (300MHz, 5ppm, 
CD3OD) : 2. 7 2-2. 85 ( IH, m) , 3. 
00-3. 1 2 (IH, m) , 3. 98 ( 1 H, t, J 
= 7. 5Hz),4. 55(4H,s),6.27(l 
H. dt) , 6. 48 ( IH, d. J = l 5. 8H 
z) , 7. 28-7. 34 (3H. m) , 7.73- 

7. 79 (2H, m). 7. 95-8. 10 (3H. 
m) . 8. 42 (IH. d, J = l. 8Hz) 

2- (7-r$>-v-2-:^7^;l^) -5- (^y^y 

2- (7-T5>'V-2-t7f-;l') -5- (-f y^f y 
JS(9. 9mg)iO 6N HC1(2. Oml)?M 

^Mia-c-mrHi sort'si^iBHgfiiiLys. mmm 
imtifzmm^mi:^yj>-^^ti'7h^yy >!- (*- 
^^y-;p) tcT^itms^t. mm-ktsmi^z^m 
m^m^Mixmmmi. mmit-^m (5.2m 
g) mtz. 

[00371 'H-NMR (300MHz, 5ppm, 
CD3OD) :1. 50-1. 90 (3H, m), 2. 
10-2. 25(1H, m), 2. 69(2H. t. J 
= 7. 4Hz) , 3. 73 ( IH, bt) , 4. 54 

(4H, s ) , 7. 1 5-7. 28 (3H, m) , 7. 
68-7. 76 (2H.m), 7. 92-8. 00(2 
H, m). 8. 05 (IH, d, J = 8. 8Hz), 

8. 37 ( IH, d, J=l. 6Hz) 

&-^m^^ FAB-MS [M + H]* bLX:3 
88 

mmm5 

(E) -2- (5-7$>^v^yr77y-2-^;i^) 
-5 - (-f y^yKUy-5->f;i-) -4-^y7"yig 

( 1 ) (E) - 5- (N-t-y^;W^^i^;>»;P;n~;W 

^y-f yK'jy- 5 --f;i^) -2- (s-^ry^y/ 
77y-2-^;l^) -4-^y-ryigxf-;i^xxf-;l-(^) 

M. 

(E) - 3- {N-t-y^)i^:^^>'/i)l'7f.~fU^V^ 
yY^jy-5-A)V) -l-7'nt-2-rn'<y (7 
Omg) tx^/u 2- ( 5->-ry^yy'7 7y-2 
->f;U) r-tr-h ( 1 07mg) 5:fflv\ ^Sfe^Jllc 
fBiJc7):frj£i: mkOlimX' (E)-5-(N-t-7^f- 
;W:t =^ v';!^ ;P-i<x;u>f y >f y h' u y - 5 - ;U ) - 2 - 

( 5-i^ry'<yv'7 7y-2-^;i') -4-'^yry 

ltxf-;l/XXr^W ( 6 0 m g ) ?:t#fv!. 

(2) (E) -5- (N-t-7'^;^J^■^^;^;^'•^<-^^ 



(9) 
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^v^yvvy-5-^f\^) -2- {5-i^7/^yY 

(48mg) m\'\ mmmiizMmcr>ifmtnmcoi} 

St- (E) -2- (5-7 5i>V'^yy'7 7y-2->f 
-5- {^v^ywy-5—(j\^) -4-^yT 
y®!xf-7^x;?.r;^ Zigg^JS ( 2 9 m g ) 

[0038] iH-NMR (300MHz, 5ppm, 
DMSO-dg) :1. 13 (3H, t, J = 7. 1 
Hz) , 2. 92 (2H, m) , 4. 1 3 (2H, 
q. J = 7. IHz). 4. 27 (IH. t, J = 7. 
4Hz).4.43 (4H. t, J = 5. 6Hz ) . 
6. 27(1H. dt, J = 16Hz, 7. OHz), 

6. 53(1 H, d, J=16Hz), 7. 04(1 
H. s) , 7.30 (2H. s) . 7. 36 (IH, 
s). 7. 70(1H. d. J = 8. 7Hz). 7. 8 
1 (IH, d, J = 8. 6Hz) , 8. 10 (IH, 
s) . 9. 05 (2H, brs) , 9. 33 (2H. b 
rs) , 9. 8 (2H. brs) . 

iSi^mt& FAB-MS [M + H] * tlx -.4 
04 

mmme 

(E) - 2- (5-T$vV<yV77y-2--f;P) 

-5- {^v^y¥Vy-5-^/v) -A-^yy'ym. 

(E) -2- (5-r5>'V<yV'7 7y-2— ^;i^) 
-5- (^y-f yKUy-5--f;p) -4-'<yx>'it 
xf-zi-xj^^.-r^W ZtaSt^ ( 1 5mg) 5:fflv\ 115601] 
3 h|SI;K<0:trS-C-^^b-&!B!l ( l 3mg ) t:mz, 

[0039] iH-NMR (300MHz, 5ppm. 
DMSO-dg) : 2. 75-3. 0 (2H, m) , 
4. 13(1H. t, J = 7. IHz), 4. 43(4 
H, brs), 6. 27 (IH. dt, J = 15Hz, 

7. 7Hz) .6.50 ( IH. d. J=l 5H 
z) . 7. 00 (IH. s) . 7. 30 (2H, 

s) . 7. 36 ( IH. s) . 7. 69 ( IH. d. J 
= 8. 9Hz). 7. 81 (IH, d. J = 8. 7H 
z) . 8. 08 ( IH, s) , 8. 92 (2H. 
s) , 9. 28 (2H. s) , 9. 5 (2H, brs) 
i&^mm FAB-MS [M + H]* tlx -.3 
76 

mmmi 

2- ( 5-m^y<yYyyy-2-^fV) -5- 
{^v>iyvvy-5-^}V') -4-^yj^ySgx-^;u 

( 1 ) 5- (N-t-7'^;l^^^'>;»;W7K-;My^y 
H'jy-5— (;u) -2- ( 5-i^7y<yy'7 7>'- 
2-^yu) -4-^>'j^yi!xf-;l^xX'r;^-cO-^^ 
(E) -5 - (N-t-yf-yl^^=5fi^;<?^t-tol''f y^ 
yb''jy-5-^;i^) -2- ( 5-s/Tyoy7 7y 

-2--fyk) -4-'<yT>'ilxf-;Ux;^T/U (9 2m 



g) SrlVK ||Sfefif!l2hPtR(0:^at'S7cL5- (N- 
t - 7"f-;W7j-^ i^i])\/if'.~)VA v^yvvy-5-^ 

Jl') -2 - {5-iyTyKyY7yy-2-^/\^) 
^ y^xf-;UxXTVU ( 9 2 m g ) 

(2) 2- (5-j^Ty'^yy75y-2-^;u) -5 
- {^v^yvvy-5->fji') -4-^y^yigx-?- 

;^XXT;^ ( 9 1 m g ) $:fflV^, HJfifi^iJ 1 i: 15)^; LT 
2- (5-TSi^V<yy'77y-2— f;^) -5- 
{^V^yY^jy-5-4!V) '<.>'^yitxf-;^x7.r 
71/ Z«S?JS (6 Img) 

[0 04 0] »H-NMR (300MHz. ^ppm, 
DMSO-de) : 1. 13 (3H, t, J = 7. 1 
Hz) . 1 . 55 (2H, m) . 1. 98 ( 2H. 
m), 2. 64 (2H, t. J = 7. 4Hz), 4. 1 
1 (3H, q. J = 7. IHz) . 4. 43 (4H. b 
r s) . 6. 99 ( IH, s) . 7. 1 5 ( IH, 
d. J = 8. 3Hz). 7. 18(1H. s). 7. 2 
8 ( IH. d. J = 8. 3Hz ) . 7. 7 0 ( IH. 
dd. J = 8. 6Hz, 2. IHz). 7. 80(1 
H, d, J=8. 6Hz) . 8. 09 ( IH, s) . 
8. 96 (2H. br s) . 9. 31 (2H. br 
s) , 9. 58 (2H, brs) 
te^Mtg FAB-MS [M + H]* i: LT : 4 0 
6 

2- {5-r^'Jy<yv'y=7y-2-^)V) -5- 
(■^y^yb'Uy-5-^;u) ^yj^yit ~WI 
2- {5-7^'Jy^yvyyy-2-A)V) -5- 
(-f y'f yK'jy-5— f;u) -4-'<y:?y|§x^;w 
x;?>t;P Ztg^iS ( 4 5 m g ) &fflv \ ^Jfi^iJ 3 1 m 

m<^-nmx'^\t-^m ( 1 4 m g ) 

[004 1 ] 'H-NMR ( 300MHz, ^ppm, 
DMSO-de) : 1. 54 (2H, m) , 1. 91 
(2H, m) , 2. 64 (2H, t, 3 = 1 . 5H 
z). 3. 97(1H. t. J = 7. OHz). 4. 4 
3(4 H, brt,J = 5. 3Hz),6.95(l 

H. s ) . 7. 1 5 ( IH, dd. J = 7. 9Hz, 

I. 3Hz) . 7. 1 9 ( IH, s) , 7. 28 (1 
H, d, J = 7. 9Hz) , 7. 69 ( 1 H, dd, 
J = 7. 7Hz. 1. 7Hz). 7. 79 (IH. d. 
J = 7. 7Hz ) . 8. 09 ( 1 H, s ) , 8.99 
(2H, brs). 9. 32. (2H. brs). 9. 6 
7 (2H, brs) 

fi^lglg FAB-MS [M + H]^ i:Lt::37 
8 

IIJ£01j9 

2- (5-T5yV<yy77y-2->f;l>-) -5- 

(^y-f yK'jy- 5 -^;u) -4-^y^ySgx^/u 

xxt;1/ Z^Bti^ 

( 1 ) 5- {n-t-y&)Vt^i^ii)Vii'>.~)V^v^y 



(10) 



Kuy-5--f7P) -2- ( 5-'yTJ^yWyy- 
3 - ( N - 1 -T'^yujfdf i^:^)Ut'=.)i'^ v^ywy 

-5-A)V) -l-7"n^-2-7'afy (103m 
g)txf-;U 2- ( 5-x7/<yy77y-2-> f 
yl--) r-fer-h ( 204mg) t-fflVV ||S|fi?iJ 1 

5 - ( N - 1 - 7>;i'^^ i^^yt-zlf ::^;k-f y 
yh-'jy-s-'f;!^) -2- ( 5-i/ry'<yy'7 7y 
-2--f/l^) -4-'<.yf-yigxf-;WX7,r/l' (9 2m 
g ) ^Wz, 

(2) 5- (N-t-r^;P?r#i^;>*7l^;K-/MV-f y 

K'jy-5— f;p) -2- ( 5-i/Ty<yy77y- 
2-^;^) -4 -^y^yMx^;PXXT;K 1 8 8m 

g ) ^mw mmmitmk<r)ijmtm.m\t-^^ ( 1 3 

2mg)S:#!t, 

[00423 »H-NMR (300MHz. ^ppm. 
DMSO-dg) : 1. 16 (3H, t, J = 7. 1 
Hz) .3.19 (2H. m) , 4. 17 (2H. 
q. J = 7. IHz) . 4. 44 (5H. brm) , 

7. 1 3 (IH, s ) . 7. 27 ( 1 H. d. J = 

8. IHz) , 7. 33 (IH. s) . 7. 35 (1 
H, d, J = 8. IHz) . 7. 72 ( IH. dd. J 
= 8. 6Hz. 1 . 8Hz ) . 7. 84 ( 1 H. d. 
J=8.. 6Hz) . 8. 13 (IH. s) . 8. 95 
(2H. brs) , 9. 31 (2H. brs), 9. 6 

2 ( 2H. brs). 

ik^ftmm. FAB-MS [M + H]* i:LT:40 
2 

mim 1 0 

2- ( 5-T$vV^yv'7 7y-2-^;u) -5- 
(^y^yK'jy-5— <;i^) -4-^y^yBg IM 

2- ( 5-r5i^V'<.yy7 7y-2->f;p) -5- 
(>f y-fyb'Uy-5— fyu) -A-^y^ym:s^^Jv 

JLX^>1' -i§,mi§L ( 1 3 1 m g ) ^Sfifi^JS 
|p|^cO:^^T'Wb^!B5 ( 3 6 m g ) $:t#7t , 
[0043] iH-NMR (300MHz. dppm, 
DMSO-de) : 3. 14 (2H, m) . 4. 29 
( IH. t. J = 7. IHz) , 4. 44 (4H. b 
rm) . 7. 09 (IH, s) , 7. 25 (IH. d. 
J = 7. 7Hz) . 7. 3 1 ( IH. s) . 7. 34 
(IH. d. J = 7. 7Hz). 7. 72 (IH. d 
d. J =8. 8Hz. 2. OHz). 7. 83 (IH, 
d, J = 8. 8Hz), 8. 13 (IH, s), 9. 0 

3 (2H, brs) , 9. 34 (2H. brs) . 

9. 8 (2H. brs) 

i&^mm FAB-MS [M+H]* tLX:37 
4 

^t£fi?ij 1 1 

(E) - 2- ( 5-7Si^V<yy' Cb3 ^^7xy- 



2- ^;w) -5- (^y>f yK'jy-5->f/i^) -4- 
A^yry^xf-zi^xT-T/W Z^^lg 

( 1 ) (E)-5-(N-t - 7'^)l7t^ 

^y^yHuy-5-^;i/) - 2- (s-i^ry^y/ 
Cb] ^:t7xy-2->f;u) -4-^y7"ylgxf-;i^ 
x;^t;u<o-^i^ 

3 - ( N - t -7'i-)V'yf^>-:^)\^:ii-'~fl^-^ V^y¥Vy 
-5--i)V) - l-7'n^-2-ro^y (7 7mg) 

t:sL^)V 2- (s-v-ry^yy CbD f-^7xy- 

2— f;U) T-br-b (80mg) HSi^iJli: 

l5|^o:tr)S f (E)-5-(N-t - 7'f-;i^5r^ 
t:-;wy-f yKUy- 5-^ ;w) -2- ( 5-i/7y 
<yy CbD f-:t7xy- 2--^ ;w) -4-^yryS? 
xf-;l.x;?.T/W ( 1 1 Img) 
(2) (E)-5-(N-t -y^;U3j-df 

y-f yHuy-5-^;i^) -2- (5-i^ry<yy 
CbD f-^7xy-2->f;P) -4-'^yryS§xf-;u 
x;?.r;^ ( 5 0 m g ) 1 i: lRl«^o:6-j£t' 

^\t'^{21ms)mtz, >H-NMR(30 
OMHz. dppm, CD3OD) : 1. 21 (3H, 
t, J = 7. 2Hz), 2. 87 (IH, quinte 
t, J = 7. 2Hz), 3. 03 (IH. quinte 
t. J = 7. 2Hz) . 4. 18 (2H, q, 3 = 1. 
2Hz) , 4. 28 ( IH. t, J = 7. 2Hz) . 

4. 57(4H. s), 6. 29(1H, dt, J = l 

5. 6, 7. 2Hz) . 6. 53 ( IH, d. J = l 
5. 6Hz) .7.33 (2H. m) . 7. 39(1 
H. s) . 7. 48 ( IH. s) . 7. 68 ( IH, 
d. J = 8. 6Hz) . 8. 08 (IH. d. J = 8. 
6Hz). 8. 25(1H, s), 8. 78(2H. b 
rs) , 9. 25 (2H, brs) 

W^fm FAB-MS [M + H]' tLX: 4 
20 

^»J1 2 

(E) -2- (5-TSyV<yy Cb^ ^^7xy- 

2-^)V) -5- (^y--f yK'jy-5->f;w) -4- 

(E) - 2- (S-TSi^'y^yy Cb)^;i-7xy- 
-5- {^'/AyY'}y-5-4)V) -4- 
^yryitx^/Uxxf yl^ ( 2 4 m g ) 
3 t m.<r>-HmX'm^\t-^^ ( 1 6 m g ) 
10044] »H-NMR ( 300MHz. 5ppm. 
CD3OD) :2. 75(1H, quintet. J = 
7. 2Hz), 2. 97 (IH. quintet, J = 
7. 2Hz ) . 3. 96 ( IH, t. J = 7. 2H 
z) , 4. 55 (4H. s) , 6. 32 (IH. dt, 
J=16. 1, 7. 2Hz). 6. 50(1H. d. J 
= 16. IHz). 7. 25-7. 38(4H, m), 
7. 62(1H, d, J = 8. 5Hz), 8. 01 (1 
H. d. J=8. 5Hz) .8. 1 5 (IH. s) 



(11) 
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l&'i^mm FAB-MS [M + H]* tlx -.39 
2 

mmm 1 3 

1- [N- (4-t'V=J)U) TSy] -4- (7-7$ 

( 1 ) 1- [N-t-7>;P^^^7!^;Pd<-;P-N- 
(4-<:^U>^» 7$/] -4- ( 7~'^Ty-2-i- 

1- (7-J/7/-2— ^7^;P) ^f-;l^:t='r$^-4- 
t Kndr>'-2-7'^y ( 1 3 6mg ) coifiix^;!/ 

(5ml) ?Mtl7mT. h ijx^;U7$ y (107// 
1 ) . »:v^t•■^^yx;^;^^;^^^7'f F (6 0/^ l ) 

i^'y ( 1 5 Omg ) C0>'"^^;^;^;^A75 H ( 3m 1 ) 

mm^zmsTF e o %mmyiimiti- h u as: jn;t i . 5 

;U*;PA7 5 Kif ?S ( 7 m 1 ) i d^t^ U -^A ( 2 0 

omg) mi. ^^^zis^rmi&xwfifz. m 
mwmxi-jix'miiykRr/mi^iM.7\<x-m. m& 

1- \.\^-t-y^)Vi!^i/ti)Vif.-lV-'^- (4-t 
^)1/}V) 75 7] -4- ^l-'yT J -2-^-7 ir}V) 
^^;W^=^x-2-y^i^ (1 3 7mg) S:^#^v: 

(2) ,1- [N-t-7'^y^;^■^i/X?;^'■K-;^-N- 
(4-t•';>^;^) 7Sy] -4- (7-x7y-2— ^ 
7f-;W) y^;l^:t^i/-2-7'f-ycOX^y-;W ( 2m 
1 ) \mSZA\^W^-Viiik-^V (20ml) 2:jD;c. 

MSTiB^isfpt^t. mm:^i^.^%^fd■zm.^:s^ 

^ J-lV (2 0ml) tiJML. 7K^T7y^-7^X 
#'i>fL/iSS5r H P - 2 0 7 A ^ n-7 h ^'7 7 -f - 

(^K-^^^y-yp) x^imm.\^. (115 

mg) Srft/i. 

[00453 iH-NMR (300MHz, <^ppm, 
DMSO-de. 8 0°C) : 4. 2 5 (2H. m) . 
4. 31 (2H. t, J = 2. 4Hz) . 4. 74 (2 
H, s) . 6. 97 (2H. m) . 7. 63 (IH, 
m) . 7. 84 ( IH. m) . 7. 9 5 ( 1 H. 
s), 8. 02(1H, d. J = 9. OHz). 8. 1 
0(1H. d. J = 9. OHz). 8. 18(2H. 
m) . 8. 53 ( IH. m) ,8.98(lH,br 
s) . 9. 25 (4H, brs) 
'&.%^m FAB-MS [M + H]* i:Ut::34 
5 

%m\ 1 4 



4- (7-T$yy-2'-^7^;U) -1- FN- (4 

-br'jx>) 7sy] -2-r^y 

( 1 ) 4- (7-i^7y-2— f7^;U) -1- [N- 

7;Prf>'#H^T. 4- [N-t-rh^i^^;k-K-;l^ 
-N- (2-r^h"x;^) 757] fJ^V ( 1 50m 
g) . Th7t Ha77y (.2m 1 ) MZ-78°C-C' 
1. 6M/-f;l/'J^'!7Arh7t Hn77y?t?S (0. 
3 3ml) 2rJni.-7 8-C-C54J-m0X;t'2 0^)-^mif 

n7^h'(0. \Am\) mttzc^-h. O'Ctm^ 

;P-^=3f-9->' ( 2 : 1 ) 15 0ml ^gfilL. -b7^ h 

2-ya^^i->Ui-7fuy ( l 06mg) coh/Pxy 
(4ml) h 7^X ( h y 7 x-;W;^X7 

y) J^y=J^M. (3 Omg) TJl^zfyW-M^T 

immvmm&uz, Rmi:mmzmL. faw^o-fc 

4- (7-i^7y-2-:>-7f-;W) -1- [N-t-r 

f-;^:t^i^;^/^'•K-^^-N- (4-trUi'>) 757] 
-2-yi-y {62mg) ^ntz. 
(2) 4- (7-i^77-2-t7f-;l^) -1- [N- 
t-7^i-fl't^'^^)\^if^-)l'-N- (4-t'J>'';U) 7 
5 7] -2-7^^^ ( 6 0mg) C7)X:J'7-;1' ( Im 

1 ) mm^zANigm-'J^^^y ( i om i ) 
mur4 BW\mntfz. mm^iL%(^tifznm^:r. 
9J-)V ( 1 Om 1 ) \,z\m\.. n:^'Yry^~riiy. 

■k%m^fz\k. MS-C'3B^M*f Uc, ^tSE2r§*L 
^#WcS^I^HP-2 0;^7A^nvh^77^- 
(7j<-7:5'7-;l/) ^V^T-fe7rT>y^>5.LH-2 0;<7 
7A^'DVhi/77^- (^^7-;l^) tlT^m^ 
L. ^^b^ifi!) ( 14mg) ^Wz. 
[0046] iH-NMR (300MHz. 5ppm. 
DMSO-dg. SO-C) : 3. 89 (2H, m) , 
4. 25 (2H. m) , 6. 99 (2H. d, J = 7. 
5Hz). 7. 65(1H, dd. J = 2. 1. 7. 8 
Hz), 7. 83 (IH, dd, J = 2. 1. 8. 4H 
z), 7. 98(2H. m). 8. 08(1H, d, J 
= 8. 4Hz). 8. 18(2H, m), 8. 48(1 
H. m) , 8. 85 ( IH. br s) . 9. 30 (4 
H, brs ) 

FAB-MS [M + H]* ttT:31 

5 

##CT1 

( 7-S/-77-2— ^7f^yl/) KiS x^;i^xxr;l^ 
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1- 'yrJ-2-^y^vyt)Vif^yM (583mg) 
oh/uxy ( 1 om.i ) mmiZ7miyx'W.\t'i-:^-)v 
(0. 6 4ml) ^mt. 2nmmM^iUM. m 

Vp<:J'>' (352mg) i:h'jxf-;P7Sy (0. 15 
m 1 ) iOX-r/l'^M (1 2 m 1 ) IC, 7mT-CDP;t 2 

(10ml) \,zmm\.. 65-8 5'Ct«t'5r*^'^>iS 
<liSg ( I ) ( 6 1 2m g ) ?rii'-L'fojD;t^. RjEG*l7 

Sfigxf-;u) ( 1 3 9mg) 

[0047] iH-NMR (300MHz. ^ppm. 
CDC I3) : 1. 27 (3H, t, J = 7. IH 
z).3.80(2H, s).4. 18(2H, q,J 
= 7. IHz) . 7. 57-7. 6 1 ( 2H. m) . 
7. 84-7. 92(2H, m), 7. 78(1H. 
s) . 8. 1 9 ( IH. s) 

WitW^ FAB-MS [M + H]* i:fC:24 
0 

##0IJ2 

2- ( 5-^ry^:^VCb] f-?)-7xy-2->f;l-) 
B^ltxf-;kXAT;P 

[0048] iH-NMR (300MHz, ^ppm, 
CDCI3) : 1. 30 (3H, t. J = 7. 2H 
z) . 3. 94 (2H. s) . 4. 23 (2H. q. J 
= 7. 2Hz) , 7. 25 (IH. s) . 7. 51 (1 
H. d. J = 8. 4Hz) , 7. 87 ( IH. d, J 
= 8. 4Hz) , 8. 03 ( IH. s ) 

2- ( 5-i^ry<yy7 7y-2->f ;i^) g^B!x^;i^ 
x7.f-;u 

[0049] iH-NMR (300MHz. <^ppm. 
CDC I3) : 1. 30 (3H, t. J = 7. IH 
z) , 3. 86 (2H, s) , 4. 23 (2H, q, J 
= 7. IHz) . 6. 72 (IH. s) . 7. 50- 
7. 57(2H. m). 7. 87 (IH. d. J=l. 
OHz ) 

mm 



5-7'D^:'f y-f ynyy ( 1. is)<7)'J^^^y 

(3 0m 1 ) ?§?StCh'jXf-;UTSy ( 1. 2ml), 
N. N->'';><f-;U75>'t°yi/'y ( 1 3 2mg ) 
-t-7'^;l'>'';!{?-;K^^-h (1. 84 g) 
mtt. ^?g^ifilx^;U-C'^L. 1M?^*S 

vh/97-f-HTi^i!L, N-t-7"f-;l^;t^>';<?yl^ 
;Kx;^- 5 -rnt-f y ^ y K U y ( 1 . 2 g ) 

N - 1 -rr^)Vi[^i/i])Vifs~)V- 5 - ^at^f V 

^yvvy (4i0mg)^ttA'2-rDfy-i-:t- 

;K0. 1 6m 1 ) c7)t°nUi/> (1 5m 1 ) 
m:^'MzXm.t. 8 5'ClCjDii-ri., rh^^XhU 
7xX;|^7j,X7>f y>'N'7>'''>A (82mg) S:jD;t85 
-azx 1 7B§TOf-tl.« K^B^S^Sti?xf-;^T••#S? 

)\^^yA^U'?h^y7^-iZXnmi. 3- (N-t 
-yf-;U3r=5f y 'f y H D y- 5 — ^ /w) 

-2-rofy-l-;t-;K2 5 7mg) 3 

- ( N - 1 -7'f-;^7^^v-;<?;^toM y y H u y- 
5-^;i^) -2-7°of y- i-^-;w (l 92mg) 

fcigmil:^^ (4 6 9mg) Oi^'i7nC7^:?y (7m 

1) ?^M^O'C(c?^aL. hV7x-)Ut^xy ^y {3 
7 0mg) ^JP;c. Mfflt^T 3 OMfl"!. « 

yA9a-7hf^y7 4 -^zxmmi. 3- (N-t-T' 
v-^i^/i^*:-;!^^ y-< y H U y- 5 - /U) - 1 

-7^0^-2 -rofy (228mg) 

[00501 >H-NMR ( 300MHz. ^ppm, 
DMSO-dg) :1. 52 (9H, s), 4. 16 

(2H, s ) . 4. 60-4. 70 (4H. m) . 
7. 15-7. 40 ( 3H, m) 
i&^mm FAB-MS [M + Na]* tLX 
3 5 8&tX3 6 0 

[005 1] 

mism^L. m. mmizmmtmm<7)m- 
mw\tLxmx'hi>. 

[0052] 



(13) 



nm^f-i 0-17549 



(51) Int. CI. 6 mtz^ mi 

C 0 7 D 405/06 2 0 9 

409/06 2 0 9 

// C0 7D 307/79 
333/60 



F I 

C 0 7 D 405/06 
409/06 
307/79 
333/60 



209 
209 



02) -Bm m 
(12) mm 



